WHAT IS CLAIMED: 




1 . A compound having a formula selected fronl the group consisting of: 



^2 R2 




N-N ^N-N 
^ / and ^ 



and their pharmaceutically acceptable saM wherein: 

[ 



Ri and R3 are selected independentl5| from the group consisting of optionally substituted loweralkyl, aryl, 
heteroaryl, cycloalkyl, cycloheteroalkyl, aralkyl, heteroaralkyl, (cycloalkyl)alkyl, and (cycloheteroalkyl)alkyl; 



ajkyl, 



R2 is selected from the group consisting of hydrogen, halo, cyano, nitro, thio, amino, carboxyl, formyl, and 
optionally substituted loweralkyl, loweralkylcarbonyloxy, arylcarbonyloxy, heteroarylcarbonyloxy, 
cycloalkylcarbonyloxy, cycloheteroalkylcarbonyloxy, aralkycarbonyloxy, heteroaralkylcarbonyloxy, 
(cycloalkyl)alkylcarbonyloxy, (cycloheteroalkyl)alkylcarbonyloxy, loweralkylcarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloalkylcarbonyl, cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 
(cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyl)alkylaminocarbonyl,/cycloheteroalkylaminocarbonyl, (cycloheteroalkyl)alkylaminocarbonyl, 
loweralkylcarbonylamino, arylcarbonylamino, heteroarylcarbonylamino, cycloalkylcarbonylamino, 
cycloheteroalkylcarbonylamino/ aralkylcarbonylamino, heteroaralkylcarbonylamino, 
(cycloalkyl)alkylcarbonylamino, (cycloheteroalkyl)alkylcarbonylamino, loweralkylamino, arylamino, 
aralkylamino, heteroarylamino, heteroaralkylamino, loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, 
cycloalkylsulfonyl, cyclohetecoalkylsulfonyl, aralkylsulfonyl, heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, 
(cycloheteroalkyl)alkylsulfonyl, loweralkylsulfmyl, arylsulfmyl, heteroarylsulfmyl, cycloalkylsulfmyl, 



cycloheteroalkylsulfinyl, arapcylsulfmyl, heteroaralkylsulfmyl, (cycloalkyl)alkylsulfmyl, 
(cycloheteroalkyl)alkylsulfiryl, loweralkyloxy, aryloxy, heteroaryloxy, cycloalkyloxy, cycloheteroalkyloxy, 
aralkyloxy, heteroaralkyloxx , (cycloalkyl)alkyloxy, and (cycloheteroalkyl)alkyloxy, loweralkylthio, arylthio, 
heteroarylthio, cycloalkylthfo, cycloheteroalkylthio, aralkylthio, heteroaralkylthio, (cycloalkyl)alkylthio, 
(cycloheteroalky l)alky Ithio J loweralkylthiocarbony 1, arylthiocarbonyl, heteroary Ithiocarbonyl, 
cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, aralkythiocarbonyloxythiocarbonyl, 
heteroaralkylthiocarbonyl,l[cycIoalkyl)alkylthiocarbonyl, (cycloheteroalkyl)alkylthiocarbonyl, 
loweralkyloxycarbonyl, aiyloxycarbonyl, heteroaryloxycarbonyl, cycloalkyloxycarbonyl, 
cycloheteroalkyloxycarbonyl, aralkyoxycarbonyloxloxycarbonyl, heteroaralkyloxycarbonyl, 
(cycloalkyl)alkyloxycarb6nyl, (cycloheteroalkyl)alkyloxycarbonyl, iminoloweralkyl, iminocycloalkyl. 
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iminocycloheteroalkyl, iminoaralkyl, ikinoheteroaralkyl, (cycloalkyl)iminoalkyl, (cycloheteroalkyi)iininoalkyl, 
(cycloimmoalkyl)alkyl, (cyc!oiminohett;roalkyl)alkyl, oximinoloweralkyl, oximinocycloalkyl, 
oximinocycloheteroalkyl, oximinoaralkyl, oximinoheteroaralkyl, (cycloalkyl)oximinoalkyl, 
(cyclooximinoalkyl)alkyl. (cyclooximinoheteroalkyl)alkyl, and (cycloheteroalkyl)oximmoalkyl; and 

R4 is selected from the group consisting of hydrogen, carboxyl, formyl, and optionally substituted loweralkyl, 
aryl, aralkyl, heteroaryl, heteroaralkyl, ( ycloalkyi, cycloheteroalkyl, loweralkyicarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloalkylcarbonyll cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 
(cycloalkyl)alkylcarbonyl, (cycloheterc|alkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyl)alkylaminocarbonyl, cycloheteroalkylaniinocarbony!, (cycloheteroalkyl)alkylaminocarbonyl, 
loweralkylsulfonyl, arylsulfonyl, hetecoarylsulfonyl, cycloalkylsulfonyl, cycloheteroalkylsulfonyl, 
aralkylsulfonyl, heteroaralkylsulfonyl' (cycloalkyl)alkylsulfonyl, (cycloheteroalkyl)alkylsulfonyl, 
loweralkylsulfinyl, arylsulfmyl, heteroarylsulfinyl, cycloalkylsulfinyl, cycloheteroalkylsulfinyl, aralkylsulfinyl, 
heteroaralkylsulfinyl, (cycloalkyl)allcylsulfinyl, (cycloheteroalkyl)alkylsulfinyl, arylthiocarbonyl, 
heteroarylthiocarbonyl, cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, 
aralkythiocarbonyloxythiocarbonyljheteroaralkylthiocarbonyl, (cycloalkyl)alkylthiocarbonyl, 
(cycloheteroalkyl)alkylthiocarbonyl, loweralkyloxycarbonyl, aryloxycarbonyl, heteroaryloxycarbonyl, 
cycloalkyloxycarbonyl, cycloheteroalkyloxycarbonyl, aralkyoxycarbonyloxloxycarbonyl, 
heteroaralkyloxycarbonyl, (cycloalkyl)alkyloxycarbonyl, (cycloheteroalkyl)alkyloxycarbonyl, carboxamidino, 
loweralkylcarboxamidino, arylcarboxamidino, aralkylcarboxamidino, heteroarylcarboxamidino, 
heteroaralkylcarboxamidino, cycloalkylcarboxamidino, cycloheteroalkylcarboxamindino. 

The compound of claim 1, wherein RJand R3 are selected independently from the group consisting of optionally 
substituted cycloalkyl, cycloheteroalkyl, (cycloalkyl)alkyl, and (cycloheteroalkyl)alkyl. 



The compound of claim 1, wherein Ri and R3 are selected independently from the group consisting of optionally 
substituted aryl, heteroaryl, aralkyl, 2 nd heteroaralkyl. 

The compound of claim 3, wherein Ri and R3 are selected independently from the group consisting of optionally 
substituted heteroaryl and heteroara! kyl. 

The compound of claim 3, wherein li and R3 are selected independently from the group consisting of optionally 
substituted aryl and aralkyl. 

The compound of claim 5, wherein kt least one of Ri and R3 is substituted with at least one hydroxy 1, alkyloxy, 
aryloxy, thio, alkylthio, or arylthio Igroup. 
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7. The compound of claim 6, wherein at least one of li and R3 is selected independently from the group consisting of 
phenyl, phenyloxyloweralkyl, and phenyllowerallc ^1. 

8. The compound of claim 7, wherein at least one ofrRi and R3 is substituted optionally with a substituent selected 
from the group consisting of halogen, nitro, cyanc , loweralkyl, halolowerlalkyl, loweralkyloxy, haloloweralkyloxy, 
carboxy, loweralkyloxycarbonyl, aryloxycarbon)fl, (cycloloweralkyl)oxycart)onyl, aralkyloxycarbonyl, 
heteroaryloxycarbonyl, heteroaralkyloxycarbon>d, (heterocycloloweralkyl)oxycarbonyl, loweralkylsulfmyl, 
loweralkylsulfonyl, loweralkylthio, arylthio, loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, 
heteroarylcarbonyloxy, heteroaralkylcarbonyloxy, (cycloloweralkyl)carbonyloxy, alkylsulfonylamino, 
(heterocycloloweralkyl)carbonyloxy, aminocarbonyl, loweraklylaminocaitonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl. 

9. The compound of claim 8, wherein at least onl of Ri and R3 is substituted optionally with a substituent selected 
from the group consisting of halogen, nitro, ci^ano, loweralkyl, halolowerlalkyl, loweralkyloxy, halolowerlakyloxy, 
carboxy, loweralkylthio, aminocarbonyl, andJloweralkylsulfmyl. 

10. The compound of claim 1, wherein R2 is selected from the group consisting of hydrogen, halo, and optionally 
substituted loweralkyl, haloloweralkyl, aryliaralkyl, heteroaryl, heteroaralkyl, aryloxyalkyl, arylthioalkyl, 
arylcarbonyl, heteroarylcarbonyl, loweralk>lcarbonyl, aminocarbonyl, arylaminocarbonyl, 
loweralkylaminocarbonyl, aralkylaminocar )onyl, (heterocycloloweralkyl)alkylaminocarbonyl, 
heteroarylaminocarbonyl, heteroaralkyl^ ^carbonyl, (cycloloweralkyl)aminocarbonyl, formyl, and alkenyl. 

1 1 . The compound of claim 10, wherein R2 is : elected from the group consisting of hydrogen and halo. 

12. The compound of claim 10, wherein R2 is selected from the group consisting of optionally substituted phenyl, 
phenylloweralkyl, hydroxyphenyl, loweralkyloxyphenyl, haloloweralkylsulfonylloweralkyloxyphenyl, 
diloweralkylaminoloweralkyloxyphenyl, j;cycloaminoloweralkyl)loweralkyloxyphenyl, and 
(heterocycloalkyl)loweralkyloxyphenyl. 

13. The compound of claim 10, wherein R2 is selected from the group consisting of optionally substituted loweralkyl, 
haloloweralkyl, hydroxyalkyl, phenyloxj'loweralkyl, hydroxyphenyloweralkyl, haloloweralkylsulfonylloweralkyl, 
and phenylthioloweralkyl. 

14. The compound of claim 10, wherein R2|is selected from the group consisting of optionally substituted 
phenylcarbonyl, Gieterocycloalkyl)lowtralkyloxyphenylcarbonyl, hydroxyphenylcarbonyl, halophenylcarbonyl, 
phenylloweralkylaminocarbonyl, diloweralkylaminocarbonyl, phenylloweralkylaminocarbonyl, 
hydroxyphenyllowerlakylaminocarboiiyl, cycloalkylaminocarbonyl, loweralkylphenylcarbonyl, 
haloloweralkylsulfonylloweralkylox>i>henylcarbonyl, and nitrophenylcarbonyl. 
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15. The compound of claim 14, wherein Rj and R3 are 
substituted cycloalkyl, cycloheteroalkyl, (cycloa 



selected independently from the group consisting of optionally 
l)alkyl, and (cycloheteroalkyl)alkyl. 



16. The compound of claim 15, wherein Ri and R3 ara selected independently from the group consisting of optionally 
substituted aryl, heteroaryl, aralkyl, and heteroar^kyl. 

17. The compound of claim 16, wherein Ri and R3 ^e selected independently from the group consisting of optionally 
substituted aryl and aralkyl. 

18. The compound of claim 17, wherein at least o^e of Rj and R3 is substituted with at least one hydroxyl or thio group. 

19. The compound of claim 18, wherein at least dne of Ri and R3 is selected independently from the group consisting of 
phenyl, phenyloxyloweralkyl, and phenyllowgralkyl. 

20. The compound of claim 20, wherein at leasrone of Ri and R3 is substituted optionally with a substituent selected 
from the group consisting of halogen, lowejralkyl, halolowerlalkyl, loweralkyloxy, halolowerlakyloxy, carboxy, 
loweralkyloxycarbonyl, aryloxycarbonyl,/cycloloweralkyl)oxycarbonyl, aralkyloxycarbonyl, 
heteroaryloxycarbonyl, heteroaralkyloxydarbonyl, (heterocycloloweralkyl)oxycarbonyl, loweralkylsulfmyl, 
loweralkylsulfonyl, loweralkylthio, arylmio, loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, 
heteroarylcarbonyloxy, heteroaralkylcaiponyloxy, (cycloloweralkyl)carbonyloxy, 
(heterocycloloweralkyl)carbonyloxy, aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl. 

21. The compound of claim 20, wherein rL is selected from the group consisting of hydrogen and optionally substituted 
loweralkyl, aryl, aralkyl, heteroaryl, hpteroaralkyl, cycloalkyl, cycloheteroalkyl, loweralkylcarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloalkylcarboiwl, cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 
(cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylanmnocarbonyl, heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyl)alkylaminocarbonyl, cjxloheteroalkylaminocarbonyl, (cycloheteroalkyl)alkylaminocarbonyl, 
loweralkylsulfonyl, arylsulfonyl, h|bteroarylsulfonyl, cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, 
heteroaralkylsulfonyl, (cycloalkyljalkylsulfonyl, and (cycloheteroalkyl)alkylsulfonyl. 



22. A compound having the formula selected from the group consisting of: 



'X5 
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and their pharmaceutically acceptable salts, wherein: 



X5 is -{XioV, wherein « is an integer between 1 aUd 3 and Xio, for each value of n, is selected independently 
from the group consisting of oxygen, -SOj^- where be is and integer between 0 and 2, nitrogen, nitrogen 
substituted with optionally substituted loweralkyli ary 1, aralkyl, heteroaryl, heteroaralkyl, arylcarbonyl, 
alkylcarbonyl, aralkylcarbonyl, heteroarylcarbonyl, heteroaralkylcarbonyl, and methylene or methine, each 
optionally substituted from the group consisting of halo, cyano, nitro, thio, amino, carboxyl, formyl, and 
optionally substituted loweralkyl, loweralkylcarbonyloxy, arylcarbonyloxy, heteroarylcarbonyloxy, 
cycloalkylcarbonyloxy, cycloheteroalkylcarbonMloxy, aralkycarbonyloxy, heteroaralkylcarbonyloxy, 
(cycloalkyl)alkylcarbonyloxy, (cycloheteroalkylklkylcarbonyloxy, loweralkylcarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloalkylcarbonyl, cyclohejteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 



(cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)a 
aralkylaminocarbonyl, heteroarylaminocarbony 



ylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
, heteroaralkylaminocarbonyl, loweralkylcarbonylamino, 
arylcarbonylamino, heteroarylcarbonylamino, cycloalkylcarbonylamino, cycloheteroalkylcarbonylamino, 
aralkylcarbonylamino, heteroaralkylcarbonylanaino, (cycloalkyl)alkylcarbonylamino, 
(cycloheteroalkyl)alkylcarbonylamino, loweral cylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, loweralkylsulfonyl, arylsu lfonyl, heterparylsulfonyl, cycloalkylsulfonyl. 



cycloheteroalkylsulfonyl, aralkylsulfonyl, hete 
(cycloheteroalkyl)alkylsulfonyl, loweralkylsul 



cycloheteroalkylsulfmyl, aralkylsulfinyl, heteroaral 
(cycloheteroalkyl)alkylsulfmyl, Ioweralkylox> 



oaralky 
inyl, 



ary 




nyl, (cycloalkyl)alkylsulfonyl, 
nyl, heteroarylsulfinyl, cycloalkylsulfinyl, 
, (cycloalkyl)alkylsulfinyl, 

/loxy, cycloalkyloxy, cycloheteroalkyloxy, 
aralkyloxy, heteroaralkyloxy, (cycloalkyl)alkyloxy,Wd (cycloheteroalkyl)alkyloxy, loweralkylthio, arylthio, 
heteroarylthio, cycloalkylthio, cycloheteroalk^dthio, aralkylthio, heteroaralkylthio, (cycloalkyl)alkylthio, 
(cycloheteroalkyl)alkylthio, loweralkylthiocaifconyl, arylthiocarbonyl, heteroarylthiocarbonyl, 
cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, aralkythiocarbonyloxlthiocarbonyl, 
heteroaralkylthiocarbonyl, (cycloalkyl)alkyltl] iocarbonyl, (cycloheteroalkyl)alkylthiocarbonyl, 
loweralkyloxycarbonyl, aryloxycarbonyl, heteroaryloxycarbonyl, cycloalkyloxycarbonyl, 
cycloheteroalkyloxycarbonyl, aralkyoxycarbc nyloxloxycarbonyl, heteroaralkyloxycarbonyl, 
(cycloalkyl)alkyloxycarbonyl, (cycloheteroalcyl)alkyloxycarbonyl, iminoloweralkyl, iminocycloalkyl, 
immocycloheteroalkyl, iminoaralkyl, iminoh^teroaralkyl, (cycloalkyl)iminoalkyl, and 
(cycloheteroalkyl)iminoalkyl; 

X^-Xg are selected independently from the group consisting of oxygen, sulfur, sulfmyl, nitrogen, and optionally 
substituted methine; 

R5 is selected from the group consisting of hydrogen, carboxyl, formyl, and optionally substituted loweralkyl, 

aryl, aralkyl, heteroaryl, heteroaralkyl, cycloaikyl, cycloheteroalkyl, loweralkylcarbonyl, arylcarbonyl, 

heteroarylcarbonyl, cycloalkylcarbonyl, cyclloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 
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(cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcarbonyl, loyeralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralky/aminocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyl)alkylaminocarbonyl, cycloheteroalkylammocarb6nyl, (cycloheteroalkyl)alkylaminocarbonyl, 
loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, cycloaDcylsulfonyl, cycloheteroalkylsulfonyl, 
aralkylsulfonyl, heteroaralkylsulfonyl, (cycloalkyl)alkylsu/fonyl, (cycloheteroalkyl)alkylsulfonyl, 
loweralkylsuifinyl, arylsulfinyl, heteroarylsulfmyl, cycioaikylsulfinyl, cycloheteroalkylsulfinyl, aralkylsulfmyl, 
heteroaralkylsulfinyl, (cycloalkyl)alkylsulfinyl, (cycloheteroalkyl)alkylsulfinyl, arylthiocarbonyl, 
heteroarylthiocarbonyl, cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, 
aralkythiocarbonyloxythiocarbonyl, heteroaralkylthiocarbonyl, (cycloalkyl)alkylthiocarbonyl, 
(cycloheteroalkyl)alkylthiocarbonyl, loweralkyloxyoarbonyl, aryloxycarbonyl, heteroaryloxycarbonyl, 
cycloalkyloxycarbonyl, cycloheteroalkyloxycarboiwl, aralkyoxycarbonyloxloxycarbonyl, 
heteroaralkyloxycarbonyl, (cycloalkyl)alkyloxycarbonyl, (cycloheteroalkyl)alkyloxycarbonyl, carboxamidino, 
loweralkylcarboxamidino, arylcarboxamidino, aralkylcarboxamidino, heteroarylcarboxamidino, 
heteroaralkylcarboxamidino, cycloalkylcarboxamidino, cycloheteroalkylcarboxamindino and 

is selected from the group consisting of optionally substituted loweralkyl, aryl, heteroaryl, cycloalkyl, 
cycloheteroalkyl, aralkyl, heteroaralkyl, (cydoalkyl)alkyl; and (cycloheteroalkyl)alkyl. 

23. The compound of claim 22, wherein « is 1 and Xio is seleyiJted from the group consisting of nitrogen, optionally 
substituted nitrogen, and optionally substituted methylei^ o/me^^e. 

24. The compound of claim 23, wherein is sele/ted fromVthe group consisting of optionally substituted aryl, 
heteroaryl, aralkyl, and heteroaralkyl. 

25. The compound of claim 24, wherein is optionally substituted aryl or aralkyl. 



26. The compound of claim 25, wherein R6 in^cludes at least one hydroxyl, thio, or optionally substituted loweralkyloxy, 
aryloxy, heteroaryloxy, loweralkylthio, ap^Ithio, heteroarylthio, loweralkylcarbonyl, arylcarbonyl, or 
heteroarylcarbonyl moiety. 

27. The compound of claim 26, wherein is selected from the group consisting of phenyl, phenyloxyloweralkyl, and 
phenylloweralkyl. 

28. The compound of claim 27, wherein'R6 is further substituted optionally with a moiety selected from the group 
consisting of halogen, loweralkyl, halolowerlalkyl, loweralkyloxy, halolowerlakyloxy, carboxy, 
loweralkyloxyoarbonyl, aryloxycarbonyl, (cycloloweralkyl)oxycarbonyl, aralkyloxycarbonyl, 
heteroaryloxycarbonyl, heteroaraDcyloxycarbonyl, (heterocycloloweralkyl)oxycarbonyl, loweralkylsuifinyl, 
loweralkylsulfonyl, loweralkylthio, arylthio, loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, 
heteroarylcarbonyloxy, heteroaralkylcarbonyloxy, (cycloloweralkyl)carbonyloxy, 
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(heterocycloloweralkyl)carbonyloxy, aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, and heteroaraU^laminocarbonyl. 

29. The compound of claim 28, wherein R5 is selected from the group consisting of hydrogen and optionally substituted 
loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl/ cycloheteroalkyl, loweralkylcarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloaUcylcarbonyl, cycloheteroalkylcacoonyl, aralkycarbonyl, heteroaralkylcaitonyl, 
(cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcarbonyl( loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyl)alkylamuiocarbony!, cycloheteroalkylaminocfarbonyl, (cycloheteroalkyl)alkylaminocarbonyl, 
loweralkylsulfonyl, aiylsulfonyl, heteroarylsulfonyl, cytloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, 
heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, and ^ycloheteroalkyl)alkylsulfonyl. 

30. The compound of claim 22, wherein « is 2 and each Xio is selected independently from the group consisting of 
nitrogen, optionally substituted nitrogen, optionally/substituted methylene, and optionally substituted methine. 

3 1 . The compound of claim 30, wherein is selecte^ from the group consisting of optionally substituted aryl, 
heteroaryl, aralkyl, and heteroaralkyl. 

32. The compound of claim 31, wherein R6 is optibiially substituted aryl or aralkyl 




33. The compound of claim 32, wherein includes at least one hydmxyl, thio, or optionally substituted loweralkyloxy, 
aryloxy, heteroaryloxy, loweralkylthio, aryl^io, heteropryjthnJ; loweralkylcarbonyl, arylcarbonyl, or 
heteroarylcarbonyl moiety. 

34. The compound of claim 33, wherein is/selected from the group consisting of phenyl, phenyloxyloweralkyl, and 
phenylloweralkyl. 

35. The compound of claim 34, wherein R«/is further substituted optionally with a moiety selected from the group 
consisting of halogen, loweralkyl, halolowerlalkyl, loweralkyloxy, halolowerlakyloxy, carboxy, 
loweralkyloxycarbonyl, aryloxycarbonyl, (cycloloweralkyl)oxycarbonyl, aralkyloxycarbonyl, 
heteroaryloxycarbonyl, heteroaralkyloxycarbonyl, (heterocycloloweralkyl)oxycarbonyl, loweralkylsulfmyl, 
loweralkylsulfonyl, loweralkylthio, Arylthio, loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, 
heteroarylcarbonyloxy, heteroarallwlcarbonyloxy, (cycloloweralkyl)carbonyloxy, 
(heterocycloloweralkyl)carbonyloxy, aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl 

36. The compound of claim 35, wherein R5 is selected from the group consisting of hydrogen and optionally substituted 
loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl, cycloheteroalkyl, loweralkylcarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloalkylparbonyl, cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 
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(cycloalkyl)alkylcarbonyi, (cycloheteroalkyl)alkylcarbonyl, loweraDcylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylammocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyOalkylaminocarbonyl, cycloheteroalkylammocarbonyl/(cycloheteroalkyl)alkylaminocarbonyl^ 
loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, cycloalkylsailfonyl, cycloheteroalkylsuifonyl, aralkylsulfonyl, 
heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, and (cycloheteroalkyl)alkylsulfonyl. 

37. The compound of claim 22, wherein X^-Xs are selected ind^lpendently from the group consisting of nitrogen and 
optionally substituted methine. 

38. The compound of claim 37, wherein at least one of X^-Xg is methine substituted with a moiety selected from the 
group consisting of loweralkyloxy, aryloxy, heteroaryldxy, loweralkylthio, arylthio, heteroarylthio, 
loweralkylcarbonyl, arylcarbonyl, and heteroarylcarbdnyl. 

39. The compound of claim 38, wherein X7 is methine substituted with hydroxy or loweralkyloxy. 

40. The compound of claim 38, wherein n is 1 and Xil is selected from the group consisting of nitrogen, optionally 
substituted nitrogen, and optionally substituted methylene or m^ine. 

41. The compound of claim 40, wherein is selecjted frompe group consisting of optionally substituted aryl, 
heteroaryl, aralkyl, and heteroaralkyl. 

42. The compound of claim 41, wherein R6 is optionally sjubst^tuted aryl or aralkyl. 

43. The compound of claim 42, wherein includes at least one hydroxy 1, thio, or optionally substituted loweralkyloxy, 
aryloxy, heteroaryloxy, loweralkylthio, aiylthio, heteroarylthio, loweralkylcarbonyl, arylcarbonyl, or 
heteroarylcarbonyl moiety. 

44. The compound of claim 43, wherein Rg/is selected from the group consisting of phenyl, phenyloxyloweralkyl, and 
phenylloweralkyl. 

45. The compound of claim 44, wherein is fixrther substituted optionally with a moiety selected from the group 
consisting of halogen, loweralkyl, halolowerlalkyl, loweralkyloxy, halolowerlakyloxy, carboxy, 
loweralkyloxycarbonyl, aryloxycarbonyl, (cycloloweralkyl)oxycarbonyl, aralkyloxycarbonyl, 
heteroaryloxycarbonyl, heteroaraUcyloxycarbonyl, (heterocycloloweralkyl)oxycarbonyl, loweralkylsulfmyl, 
loweralkylsulfonyl, loweralkylthio, arylthio, loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, 
heteroarylcarbonyloxy, heteroaralkylcarbonyloxy, (cycloloweralkyl)carbonyloxy, 
(heterocycloloweralkyl)carbonyloxy, aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl. 
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46. The compound of claim 45, wherein R5 is selected from the group consisting of hydrogen and optionally substituted 
loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl, cyclohyteroalkyl, loweralkylcarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloalkylcarbonyl, cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 
(cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcaitonyl, lower^lkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyl)alkylaminocarbonyl, cycloheteroalkylaminocarbon/l, (cycloheteroalkyl)alkylaminocarbonyl, 
loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, 
heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, and (cyclo|/eteroalkyl)alkylsulfonyl. 

47. The compound of claim 37, wherein « is 2 and each Xjo i/ selected independently from the group consisting of 
nitrogen, optionally substituted nitrogen, optionally substituted methylene, and optionally substituted methine. 

48. The compound of claim 47, wherein is selected frgrn the group consisting of optionally substituted aryl, 
heteroaryl, aralkyl, and heteroaralkyl. 

49. The compound of claim 48, wherein is option^ly substituted aryl or aralkyl. 

50. The compound of claim 49, wherein includes at least one hydroxyl, thio, or optionally substituted loweralkyloxy, 
aryloxy, heteroaryloxy, loweralkylthio, arylthjo, heteroarylthio, loweralkylcarbonyl, arylcarbonyl, or 
heteroarylcarbonyl moiety. 

51. The compound of claim 50, wherein is ^elected fr^m^e group consisting of phenyl, phenyloxyloweralkyl, and 
phenylloweralkyl. 

52. The compound of claim 51, wherein rJIs frirther substituted optionally with a moiety selected from the group 
consistmg of halogen, loweralkyl, halolowerlalkyl, loweralkyloxy, halolowerlakyloxy, carboxy, 
loweralkyloxycarbonyl, aryloxycarbonyl, (cycloloweralkyl)oxycarbonyl, aralkyloxycarbonyl, 
heteroaryloxycarbonyl, heteroaralio^loxycarbonyl, (heterocycloloweralkyl)oxycarbonyl, loweralkylsulfmyl, 
loweralkylsulfonyl, loweralkylthio; arylthio, loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, 
heteroarylcarbonyloxy, heteroaraUcylcarbonyloxy, (cycloloweralkyl)carbonyloxy, 
(heterocycloloweralkyl)carbon^Ioxy, aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroj7laminocarbonyl, and heteroaralkylaminocarbonyl. 

53. The compound of claim 51, wherein R5 is selected from the group consisting of hydrogen and optionally substituted 
loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl, cycloheteroalkyl, loweralkylcarbonyl, arylcarbonyl, 
heteroarylcarbonyl, cycloalkylcarbonyl, cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, 
(cycloalkyl)alkylcarbonyu (cycloheteroalkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, 
(cycloalkyl)alkylaminocarbonyl, cycloheteroalkylaminocarbonyl, (cycloheteroalkyl)alkylaminocarbonyl, 
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loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, cycloaik^Slilfonyl, cycloheteroalkylsulfonyl, aralkylsuifonyl, 
heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, and (cy<^ohWeroalkyl)alkylsulfonyl. 

54. A composition for use in treating an estrogm^receptor-mediated disorder in a mammal, comprising a therapeutically 
effective amount of a compound of claiimQi a pharmaceutically effective carrier. 

55. A composition for use in treating an estrogen receptor-mediated disorder in a mammal, comprising a therapeutically 
effective amount of a compound of claim 22 in a pharmaceutically eflfecttve carrier. 

56. A method for treating an estrogen receptor-mediated disorder in a mammal, comprising administering to such 
mammal a therapeutically effective amount of a compound of claimr 1 in a pharmaceutically effective carrier. 

57. The method of claim 56, wherein said disease is chosen from thegroup consisting of: osteoporosis, estrogen- 
dependent cancer, Alzheimer's disease, and estrogen-dependent illness. 

58. A method for treating an estrogen receptor-mediated disorder in a mammal, comprising administering to such 
mammal a therapeutically effective amount of a compouna of claim 22 in a pharmaceutically effective carrier. 

59. The method of claim 58, wherein said disease is choseiyfrom the group consisting of: osteoporosis, estrogen- 
dependent cancer, and estrogen-dependent ilhiess. 

60. A method for preventing an estrogen receptor-mediated disorder in a mammal, comprising administering to such 
mammal a prophylactically effective amount of a/compourfd^of claim 1 in a pharmaceutically effective carrier. 

6 1 . The method of claim 60, wherein said disease Is chosen from the group consisting of: osteoporosis, estrogen- 
dependent cancer, Alzheimer's disease and e/trogen-qep^d^ illness. 

62. A method for preventing an estrogen receptor-mediated disorder in a mammal, comprising admmistering to such 
mammal a prophylactically effective aniount of a compound of claim 22 in a pharmaceutically effective carrier. 

63. The method of claim 62, wherein saia disease is chosen from the group consisting of: osteoporosis, estrogen- 
dependent cancer, and estrogen-dependent ilhiess. 

64. A method for modulating the biological activity of an estrogen receptor, comprising exposing said estrogen receptor 
to a compound of claim 1 to modulate thereby the binding of said estrogen receptor to an associated estrogen 
receptor element. 

65. The method of claim 64, wherein said estrogen receptor is the a isoform. 

66. The method of claim 64, Wherein said estrogen receptor is the P isoform. 
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67. A method for modulating the biological activity of an estrogen receptor, comprising exposing said estrogen receptor 
to a compound of claim 22 to modulate thereby the binding of said estrogen receptor to an associated estrogen 
receptor element. 

68. The method of claim 67, wherein said estrogen receptor isme-«^sofonn. 

69. The method of claim 67, wherein said estrogen receptor is the P isoform. 
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